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(54) ANTI-ITCHING SKIN PREPARATION FOR EXTERNAL USE 

(57)Abstract: 

PURPOSE: To obtain the subject skin preparation for 
external use useful for treating pruritus such as atopic 
dermatitis, containing a specific antagonist and an "V'N,,, 
alcohol having short chain length. ( 
CONSTITUTION: The skin preparation for external use V 
contains (A) preferably 0.01-1wt.% antagonist of 5- 
hydroxytryptamine and (B) preferably 1 -90wt.% one or 
more of alcohols having short chain length (preferably 
ethanol, isopropanol or n-propanol). 1,2,3,4,10,14b- & 
Hexahydro-2-methyldibenzo[c,f] pyrazino[1,2-a]azepine f^X'\ 
of formula I, 1-methylindol-3-y|-carbonyl-4,5,6,7- 
tetrahydrobenzimidazole of formula II or 1~methyl-N- 
(endo-9-methyl-9- azabicyclo[3,3,1]non-3-yl)-H- 
indole-carboxamide of formula III can be used as the 
component A. 
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* NOTICES * 

JPO and INPIT are not responsible for any 
damages caused by the use of this translation. 

1 This document has been translated by computer. So the translation may not reflect the original 
precisely. 

2.**** shows the word which can not be translated. 
3.1n the drawings, any words are not translated. 



[Claim(s)] 

[Claim 1]Skin external preparations containing one or more sorts of a 5-hydroxytryptamine 
antagonist and low chain length alcohol for an itch therapy. 

[Claim 2]A 5-hydroxytryptamine antagonist 1,2,3,4,1 0,1 4b~hexahydro 2-methyldi benzo[c,f] 
pyrazino [1 and 2-a] azepine (the 5HT antagonist 1, the structural formula 1), 1-methylindole 3- 
yl-carbonyl 4,5,6, 7-tetrahydro benzimidazole (the 5HT antagonist 2, the structural formula 2), 1- 
methy|-N-(endo-9-methyl-9-azabicyclo [3,3,1] ****- 3-yl)-H-indole- 3-carboxamide (the 5HT 
antagonist 3, the structural formula 3), 2,3 - Dihydro-9-methy|-3-[(2-methylimidazole 1-yl) 
methyl]-4H-carbazole 4~one (the 5HT antagonist 4, the structural formula 4), The skin external 
preparations according to claim 1 which are one or more sorts chosen from 1 H, 3-[2-[4-(4~ 
fluorobenzoyl)-1-piperazinyl] ethyl]-2 and 4[3H] quinazoline dione (the 5HT antagonist 5, the 
structural formula 5), or those salts that are permitted physiologically. 
[Formula 1] 
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[Formula 3] 




[Formula 4] 




[Claim 3]The skin external preparations according to claim 1 or 2 whose content of low chain 
length alcohol is 1 to 90 % of the weight. 

[Claim 4]The skin external preparations according to any one of claims 1 to 3 low chain length 
alcohol is [ external preparations ] in any of ethanoi. isopropanol. and normalpropanol. 
[Claim 5]The skin external preparations according to any one of claims 1 to 4 whose content of 
a 5-hydroxytryptamine antagonist or its salt is 0.01 to 1 % of the weight. 



[Translation done.] 
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[Formula 10] 
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[001 1]Although it is a salt of these compounds, if it approves physiologically, there is no 
limitation in particular, for example, organic acid salt, such as mineral acid salt, such as chloride, 
nitric acid, sulfuric acid, and phosphoric acid, citrate, and oxalic acid, etc. can be illustrated, but a 
mineral-acid-salt division hydrochloride is the most preferred in respect of solubility or safety. 
[0012](2) Low chain length alcohol used with skin external preparations of low chain length 
alcoholic this invention used with skin external preparations of this invention is expressed to 
following general formula (I). These alcohol has the operation which promotes percutaneous 
absorption of 5-hydroxytryptamine which is an active principle of the above-mentioned skin 
external preparations. These alcohol may merely use a kind, and two or more sorts may be mixed 
and it may use it. Things desirable among these alcohol are ethanol, isopropanol, and 
normalpropanol. Each of these is generally used with skin external preparations. These 
acquisition is easy from these being marketed. 
[0013] 

[Formula 1 2](However, R1 expresses here the alkyl group which may be carrying out branching 
of a hydrogen atom or the carbon numbers 1-4.) 

[0014](3) Skin external preparations for an itch therapy of skin external-preparations this 
invention for an itch therapy of this invention are characterized by containing the above- 
mentioned 5-hydroxytryptamine antagonist and low chain length alcohol. In skin external 
preparations of this invention, an ingredient generally used with skin external preparations as an 
optional component in addition to these can also be contained. As this optional component, for 
example Hydrocarbon, such as vaseline and microcrystallin wax. Triglyceride, such as ester 
species, such as SAPOJI Tribase and jojoba oil, olive oil, and beef tallow. Alcohols, such as 
cetanol and cholesterol, fatty acid monoglyceride, Nonionic surface active agents, such as fatty 
acid polyoxyethylene ester and higher alcohol polyoxyethylene ether, Anionic surface active 
agents, such as SLS and sulfosuccinate, an antiseptic, an ultraviolet ray absorbent, an anti- 
oxidant, a pH regulator, a coloring agent, an odor control agent, a water soluble polymer, 
polyhydric alcohol, a thickener, etc. are mentioned. It is also possible to add an antihistamine, an 
anti-inflammatory agent, a painkiller which have depressant action to the itch somewhat in skin 
external preparations of this invention. 

[001 5]Although it is the suitable content of a 5-hydroxytryptamine antagonist in skin external 
preparations of this invention, this converts one or more sorts chosen from the above- 
mentioned 5-hydroxytryptamine antagonist or its salt by total, and is 0.01 to 1 % of the weight. 
0.05 to 0.5 % of the weight with an anti-itching operation as it is is preferred. 
[0016]Although it is the content of desirable low chain length alcohol in skin external 
preparations of this invention, it i s 5 to 90 % of the weight in which the solvent effect shows up. 
10 to 50 % of the weight is preferred. It is because this has th e remarkable percutaneous 
absorption promotion operation. 
[0017] 

[Example]Although an example is given to below and explanation is added to it about this 
invention in more detail, it is not necessary to say that this invention does not receive limitation 
in these examples at all. 

[0018]Skin external preparations were created according to the formula of Example 1 - Table 1 
of the example following of 3 combination. That is, heating stirring solubilization of the formula 
ingredient was carried out at 80 **, it cooled, and skin external preparations were obtained. 
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